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B3aumogeiicTBueM 3T 2-1IMaHO-3-MeTHIreKc-2-eHoaTta C OeH3MIIMarHuHXJIopu-
JIOM CHHTE3UPOBAH 3THI 3-0CH3MII-2-IHAaHO-3-METHITeKCaHOAT, KOTOPHIA B cpelle KOH-
LIEHTPUPOBAHHOW CEPHOM KHUCIOTHI IHUKIM30BaH B ATHI |-aMUHO-3-MeTHII-3-TIPOTIHII-
3,4-nuruaponadranua-2-kapookcunaTt (amMmuHOdGup). B3aumoeiictBueM aMuHO3bHpa
¢ OCH30MIM30THOIMAHATOM H C TIOCIIEAYIOMICH MUKITU3AINeH MOTyYUBIICHCS THOMOYE-
BUHBI CHMHTE3MPOBAH 5-MeTH/I-5-mponun-2-Tnokco-2,3,5,6-retparuapobensolh]xunaso-
nH-4(1H)-0H (THOKCOOEH30XMHA30IKMH). B pe3ynbraTe alKuIMPOBAHUS THOKCOOEH30-
XMHA30JIMHA aJIKHITaIoreHuaamMu, 1,2-1uopoMaTaHoM U 1-GpoM-3-XJ10pHporiaHOM CHH-
TE3UPOBaHbI 2-CyJb(haHuI3aMeNIEHHbBIE 5-MeTHI-5-nponui-5,6-muruapobdenso[h]xuna-
3onmuH-4(3H)-onbl, 6-MeTnn-6-npomnui-9,10-nuruapo-5H-6en3o[h]trazono[2,3-b]xuna-
3osuH-7(6H)-0oH 1 6-Metmin-6-nponmi-5,6,10,11-rerparuapobensol[h][1,3]tnasuno[2,3-
b]xunazonun-7(9H)-oH, cooTBeTcTBeHHO. B3ammoneiicTBueM amuHO3GUpa ¢ (heHMI-
XJI0p(HOPMHATOM CHHTE3UPOBAH ITUI 3-MeTHI-1-(((heHOKCHKApOOHMIT)aMHHO )-3-1IPO-
mwT-3,4-TUruIpoHa( TATIH-2-KapOOKCHIIAT, KOHJCHCAIIUEH KOTOPOTo ¢ aMMHAKOM HITH
MIEPBUYHBIMA aMHHAMU PAa3JIMYHOTO CTPOCHUS CHHTE3MPOBAHBI S-MeTHI-5-nipormi-5,6-

auruapobensolh]xunasonun-2,4(1H,3H)-auoHs!.

Bubi. ceeuiok 28.
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Kniouesvte cnosa: cunres, nnknusanys, 6en3o[h]xuHa3oauH, KOHIEH-
carsi, aMuHO3(up, KapOamar.

W3yueHne IMTEpaTYpHBIX JAHHBIX TOCJIEIHErO NECATHICTUS CBHIC-
TEJNBCTBYET O MEPCIEKTUBHOCTH MPOBEIEHHS HOBBIX HCCIEIOBAHUI CpeIu
Oenso[h]xunazonmunoBbix coemunenuii [1-21]. Panee mpoBenéHHbIC HAMU
uccnenoBanus OeH30[N]XWHA30IMHOB, COAEpKAIMX JBa 3aMECTUTENS B
MSITOM TOJIOKEHUH, TIOKA3aJIH, YTO MOJ00HBIE COSAMHEHHS MPOSBISIOT IPO-
THUBOOITYXO0JIEBYIO, aHTHMOHOAMHHOKCHUIA3HYI0 M aHTHOAKTEpUATbHYIO aK-
tuBHOCTH [22-28]. B HacTosIIeM COOOIIEHUN TPUBOIATCS TaHHBIC O CUHTE-
3e 5-metun-5-nponun-5,6-muruapodenso[h|xunazonun-4(3H)-onoB Ha 6aze
1-amuHO-3-MeTmi-3-niponui-3,4- quruaponad raanH-2-kapOoKCcHIIaTa.

C 3TOMH 1eNbI0 3THI 2-1THaHO-3-MeTHIITeKc-2-eHoaT (1) ocTaBieH B pe-
akuuio Muxansis ¢ OeH3MIMarHuHXJIOPUAOM, YTO MPHUBENIO K TOTYYSHHIO 3-
OeH3WI-2-1naHo-3-MeTwirekcanoara (2). ITockonbKy B IOCIIETHEM coe-
JUHEHHUHU CYILECTBYIOT aCUMMETpU4ecKue LeHTpsl, B IMP cnekrpax coenu-
HEHHA 2 Pe30HAHCHBIE MOTJIONIEHHS MPOSBIISIIOTCA B BUIE HAOopa ABYX CHT-
HasoB. Coeaunenue 2 B kKoHI. HySO4 moaBeprayTo BHYTPUMOJIEKYIISIPHOM
IUKIU3alui ¢ 00pa3oBaHuEeM STHI |-aMHHO-3-MeTwiI-3-nponui-3,4-1uru-
npoHadTanuH-2-kapookcmiara (3) (aMuHO3pHp) ¢ BBIXOAOM OKojo 60%.
OcyIlecTBIeHbl HEKOTOpPhIC MpEBpalleHHs aMHHOA(pHpa, B YaCTHOCTH, B
cpeze 3TaHojla OH BBEIEH BO B3aMMOJCHCTBUE ¢ OCH30MIN30THOLIMAHATOM C
MOCIIEAYIONIEH [UKIU3alUel TOCPEICTBOM IIEJIOUH, IPOMEXYTOUHO 00pa3o-
BaBILIeiics, THOMOYEBUHBI. [10y4YHUBIIMICS B pe3ylbTaTe PEaKUuK S-METHII-5-
npomnui-2-Tuokco-2,3,5,6-rerparuapodenso[h|xunazonuu-4(1H)-on (4) (tu-
okcobenzoxuHazonuH) B npucyrctBun KOH mocraBnen B peakuuio ¢ ai-
KWJITQIOTEHUIAMHU PA3IUYHOTO CTPOCHMS, YTO MPHUBEIO K MOJIYYEHUIO 2-
cynbhaHuI-3aMeIIEHHBIX  5-MeTui-5-nponui-5,6-quruapodensol hxuHaso-
nuH-4(3H)-oHoB 5-7. B3aumoseiictBueM THOKCOOeH30XMHAa30muHa 4 ¢ 1,2-
TOpoMITaHOM U 1-6pOoM-3-XJIOPIIPOIIAHOM B aHAJIOTUYHBIX YCIIOBHUSX CHH-
Te3upoBaHbl  6-mMeTHI-6-nipormit-9,10-auruapo-5H-6enso[h]tuazono  [2,3-
b]xunazonun-7(6H)-ou (8) u 6-metmn-6-nponui-5,6,10,11-rerparuapobeH-
30[h][1,3]rna3uno[2,3-b]xunazonun-7(9H)-on (9) coorBercTBeHHO. B pe-
3yJIbTaTe B3aMMOJACHCTBHS aMuHOddHpa 3 ¢ heHmxmopopMuaTom u nocie-
IyIoUle KOHJIEHCcAMen moiydyeHHoro kapbamara 10 ¢ mepBUYHBIMHM amu-
HaMHU Pa3IUYHOTO CTPOCHHUS WIIM AMMHAKOM CHHTE3UPOBAHBI 5-METHII-5-TIpo-
miI-5,6-muruapooenso| hxunazomun-2,4(1H,3H)-amonsr 11-16 mo cxeme:
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3KCHepI/IMeHTaJII>HaH 4acTb

UK-cnektpbl coenuHeHnd CHATBI Ha  criektpodotomerpe «FT-IR
NEXUS» B BasemmuoBoM Macie, crextpel SIMP ‘H (300 MHz, JMCO-
d6/CCl, 1/3) u **C (75 MHz, IMCO-d6/CClj 1/3) 3aperncTpupoBaHsI Ha IpH-
oope «Varian Mercury-300», Bayrpennue cranaaptel - TMC wmn 'MJIC.
TCX nposenena Ha wiactuakax Silufol UV-254, mposiButens - mapsl foja.

Itna 3-0eH3mia-2-uuano-3-metmwirexkcanoar (2). K s¢upnomy pacr-
BOpy OeHsmiMarHuiixiaopuaa, noixyueanomy u3 14.4 2 (0.6 mons) maraue-
BbIX cTpyxek u 76 2 (0.6 monsn) 6ersunxiopuaa B 300 maz abe. adupa, mpu
nepeMelInBaHuU MPUOABIUTH 10 Karuisim pactBop 72.5 2 (0.40 mons) stun
2-tmano-3-meTmirekc-2-enoara (1) B 150 mz abc. adupa, mommepxuBas
TeMreparypy peakiuonHoi cmecu npu 10-15 °C. Tlo okonuaHuu npubas-
JICHUS TIEPEeMEIINBaJIH MIPH TOU JKe TeMIepaType S5 u, 3aTeM, IpU OXJIaXKIe-
HUY JIeJTHOW BO10# npubaBiisiiu 1o karsiM 180 az 20% pacTBopa cosstHOU
KHCIIOTBI, MOJiepxkuBasi Temreparypy cmecu npu 10-15 °C. Tlpogomxkanu
NepeMeInBaTh PEAKIIMOHHYI0 CMECh ITPH KOMHATHOM TeMIiepaType J0 MoJ-
HOTO Pa3NIoKeHHs KoMmIuiekca. OpraHMYecKuil CJI0H OTAEISIIN, TPOMBIBAIIH
Bojioi u cymmiu 6e3BomHbiM Na,SO,, 1mociie OTTOHKH pacTBOPHUTENST OCTa-
TOK meperoHsuin B Bakyyme. Beixox 78.0 2 (71%) umanosdupa 2 T.KuIm.
180-181 °C/8mm, Bsizkas xkuakocts. UK cmektp, v, e 1030 (C-0-C);
1496, 1603 (C=C apom); 1742 (C=0); 2246 (C=N). Cnextp SIMP *H : 0.90-
0.99 m (6H, 2CH3; (2 u3omepa)), 1.02 ¢ u 1.08 ¢ (6H, 2CH3(2 u3omepa )),
1.33 1 u 1.34 T (6H, J=7.1, 2CHj3 (2 uzomepa)), 1.36-1.51 m (2*4H, 2*2CH,
(2 m3omepa)), 2.75 nu 2.82 1 (2H, J=13.5, CH; (o 1 uzomepy)), 2.78 ¢ (2H,
CH; (1 momep)), 3.52 ¢ u 3.54 ¢ (2H, 2CH(2 u3omepa)), 4.24 k u 4.25 k

321



(4H, J=7.1, 2CH,; (2 uzomepa)), 7.13-7.30 m (10H, Ar (2 u3omepa)). Crektp
SIMP ¥C: 13.5 (2CHs (2 m3omepa)), 14.0 u 14.0 (2CH; (2 usomepa)), 16.2 u
16.3 (2CH; (2 usomepa)), 21.9 u 22.1 (2CH;, (2 u3omepa)), 38.6 u 38.9
(2CH; (2 u3omepa)), 40.4 u 40.4 (2C*(2 uzomepa)), 42.4 u 42.4 (2CH; (2
nzomepa)), 45.3 u 45.5 (2CH (2 u3omepa)), 61.4 u 61.4 (2CH, ( 2 u3omepa)),
115.3 u 115.3 (2 u3omepa), 126.1 (2CH (2 uzomepa)), 127.5 (2*2CH (2
nzomepa)), 130.0 m 130.1 (2*2CH (2 u3omepa)), 135.9 u 136.0 (2 uzomepa),
164.6 (2 w3omepa). Haiineno, %: C 74.83; H 8.59; N 5.30. Cy7H23NO,.
Brramcneno, %: C 74.69; H 8.48; N 5.12.

Itna 1-amuHo-3-MeTHI-3-n1ponuni-3,4-1TMriApoHaQTATHH-2-KapOOK-
cuaar (3). B 250 mn peakimonnyio koj0y nomemanu 27.3 2 (0.10 mons)
ranodupa (2) U Npu NepeMEIIMBAHUN M OXJIAXKICHHUU JICASHOW BOION
npubapnsui 1o karsM 60 wmaz xoHn. H,SO4, mommepxkuBas teMmeparypy
peakuonHoi cmecu mpu 0—7 °C. CMech epeMenIBajIy Py 9TOM TeMIiepa-
Type 4 4. 1 OCTaBISUIM HA HOYb. PEakIIMOHHYIO CMeCh ITPH OXJIaKICHUU HEl-
Tpanu3oBaiau 20% pacTBOpOM aMMuaka M dKCTparupoBainu 3¢pupom. Du-
PHBII AKCTPAKT MpOMbIBaIU BOJOM M cymmiu 0e3BoaHblM NapSO,. Ilocne
OTTOHKH pacTBOpHTENs B Koyibe octanoch 18.0 e mpoaykra (Beixox 60%, Ry
0.80 (aTmnanerar-renras, 2:1)). Heounrienusiii aMmuHos¢Gup 3 6€3 10MOJIHH-
TEJIHHOW OYHMCTKH WCTIOJIB30BAIM B CIEMYIOIICH CTaauM I MOJTY4YEeHHUs 5-
MeTHIT-5-poni-2-Tuokco-2,3,5,6-rerparuapodensol h|xunazonun-4(1H)-
oHa (4).

5-MeTua-5-nponui-2-Tuokco-2,3,5,6-rerparuapoden3o[h]|xuHa3oun
-4(1H)-ona (4). B peakunonHoit konde momemmanu cmech 17.4 2 (0.1 mons)
amuaod¢upa 3, 100 mz abe. aranona u 16.3 2 (0.1 mons) GEH30MIU30THOL-
naHara. PeakiMoHHYI0 CMECh KUIISITHIN C OOPaTHBIM XOJIOJAUIBHUKOM B Te-
gyenue 8 u. K peakionnoii cmecu npubasisuta pactBop 11.2 2 (0.02 mons)
KOH B 50 Mz BOaBI ¥ KMOSTHIN 4 y, TIOCJIE YETO CMECH OXJIAKIAJIA U MO~
kucisu 18% HCI. Bermasimit ocaok OTGUIBTPOBBIBAIN U IEPEKPHUCTAII-
JM30BBIBAIN U3 H-OyTanoia. Beixon 16.5 2 (58%) 2-tnokcoxunazonuna 4. T.
mn. 255-257 °C, Ry 0.50 (orunanerar-6enson, 1:5). UK-cmextp, v, emt:
1550; 1613 (C=C apom.), 1654 (C=0), 3292 (NH,). Criextp IMP *H: 0.80 T
(3H, J=7.2, CH3), 1.07-1.27 m (2H, CHy), 1.26 ¢ (3H, CH3), 1.32-1.43 m u
1.69-1.81 m (2H, CHy), 2.59 nu 2.84 1 (2H, J=15.5, CH,), 7.13-7.17 m (1H,
Ar), 7.22-7.36 m (2H, Ar), 7.90-7.95 m (1H, Ar), 11.82 ¢ (1H, NH), 11.93 ¢
(1H, NH). Criextp SIMP 3C: 14.4 (CHs), 17.6 (CHy), 24.2 (CH3), 35.5, 39.7
(CHy), 41.0 (CHy), 117.2,124.6 (CH), 125.4, 126.1 (CH), 127.6 (CH), 130.4
(CH), 136.8, 144.5, 159.9, 174.8. Haiineno, %: C 67.24; H 6.17; N 9.94; S
11.36. Cy6H18N20S. Beruuciieno, %: C 67.10; H 6.33; N 9.78; S 11.20.

2-CyabpanniBaMeménnbie 5-MeTWI-5-nponui-5,6-muruapodensoh]
xuHa30uH-4(3H)-onbl (06mas MeToauka). B kpyriionoHHoi koibde ¢ 00-
322



paTHBIM XOJIOAMIBHUKOM moMernaan cmech 2.86 2 (0.01 monsn) 2-tnokco-
xuHazonuHa 4, 0.56 2 (0.01 mons) KOH B 30 Mz abc. 3TaHONA U KUTSITHIH
30 mun, 3arem npudasisum 0.01 morb ankuiaranoreHua ¥ NpoA0IDKAIN KU-
nsrdeHne eme 12 w. PeaknmoHHyr0 cMech oxaxaanu, npuOasistor 20 mz
5% pactBopa KOH . Ocanok oTuabTpOBbIBAIN U EPEKPUCTAIUTM30BBIBATH
U3 dTaHOJA.
5-MeTna-2-(MeTHITHO)-5-niponui-5,6-1uruapoden3o[ | xuHa3o/uH-
4(3H)-on (5). Beixox 2.80 2 (93%), T.mu1. 199-200 °C, R 0.59 (stunanerar-
6enson, 1:5). UK-ciektp, v, e’ 1561; 1604 (C=C apom.), 1637 (C=0),
3290 (NH). Crexrp SIMP 'H: 0.82 t (3H, J=7.2, CH3), 1.08-1.28 m (2H,
CH,), 1.32 ¢ (3H, CHs), 1.35-1.48 m u 1.84-1.97 m (2H, CHy), 2.60 ¢ (3H,
CH3), 2.61 nu 2.88 1 (2H, J=15.7, CH,), 7.06-7.12 m (1H, Ar), 7.18-7.30 m
(2H, Ar), 8.05-8.10 m (1H, Ar), 12.32 ym ¢ (1H, NH). Crextp SIMP C:
14.4 (CHs3), 17.6 (CHy), 24.2 (CHg), 35.5, 39.7 (CH,), 41.0 (CHy), 117.2,
124.6 (CH), 125.4, 126.1 (CH), 127.6 (CH), 130.4 (CH), 136.8, 144.5,
159.9, 174.8. Haiineno, %: C 67.29; H 6.46; S 11.01. CygH;5N,0S.
Brramcaeno, %: C 67.10; H 6.33; S 11.20.
2-(AnuaTuo)-5-MeTua-5-nponuia-5,6-1uruapodenszo[h] xunazonnu-
4(3H)-on (6). Beixon 2.6 2 (79%), t.mn. 203-204 °C, R 0.70 (3tmnanerar-
6enson, 1:5). MK-crektp, v, e 1590; 1600 (C=C apom.), 1637 (C=0),
3290 (NH). Cnektp IMP 'H: 0.82 T (3H, J=7.2, CHs), 1.08-1.30 m (2H,
CH,), 1.32 ¢ (3H, CHj3), 1.36-1.47 m u 1.83-1.96 m (2H, CH;), 2.61 1 u 2.88
a (2H, J=15.7, CHy), 3.90 n (2H, J=6.9, CHy), 5.13 na (1H, J=10.0, 1.5,
=CHy), 5.33 an (1H, J=17.0, 1.5, =CH,), 6.01 gar (1H, J=17.0, 10.0, 1.5,
=CH), 7.06-7.12 m (1H, Ar), 7.18-7.29 m (2H, Ar) 8.01.8.06 m (1H, Ar),
12.31 ym. ¢ (1H, NH). Cnekrp IMP 3C: 14.5 (CHs), 17.7 (CH,), 24.8
(CHs), 32.3 (CH,), 36.0 (C*), 40.4 (CHy), 40.8 (CHy), 117.5 (CH,), 120.6,
125.0 (CH), 125.8 (CH), 127.1 (CH), 129.4 (CH), 132.0, 133.0 (CH), 136.6,
153.2, 157.4, 161.9. Haiineno, %: C 69.75; H 6.96; S 9.99. C19H2N,0S.
Beruncieno, %: C 69.90; H 6.79; S 9.82.
2-(beH3uiITHO)-5-MeTHI-5-nponuii-5, 6-1uruapodenso[n|xuHa3zoauH
-4(3H)-ou (7). Beixox 3.3 2 (87%), T.mn. 200-202 °C, R¢0.68 (atmnarnerar-
oenson, 1:5). MK-cnextp, v, e 1558; 1604 (C=C apom.), 1633 (C=0),
3280 (NH). Cnexrp IMP H: 0.83 T (3H, J=7.2, CHj), 1.12-1.31 m (2H,
CH,), 1.33 ¢. (3H, CH3), 1.37-1.49 m 1 1.85-1.97 m (2H, CH,), 2.63 11 2.90
n (2H, J=15.7, CHy), 4.49 n u 4.52 n (2H, J=13.4, CH,), 7.08-7.13 m (1H,
Ar), 7.18-7.31 m (5H, Ar), 7.39-7.44 m (2H, Ar), 8.07-8.11 m (1H, Ar),
12.34 ym. ¢ (1H, NH). Crextp IMP *C: 14.5 (CHs), 17.7 (CH,), 24.8
(CHg3), 33.8 (CHy), 36.0, 40.4 (CH,), 40.8 (CHy), 120.7, 125.0 (CH), 125.9
(CH), 126.7 (CH), 127.1(CH), 128.0 (2CH), 128.5 (2CH), 129.5 (CH),
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132.0, 136.6, 136.7, 153.2, 157.8, 161.9. Haiineno, %: C 73.55; H 6.27; S
8.71. Cy3H24N20S. Beruncneno, %: C 73.37; H 6.42; S 8.52.

6-MeTuia-6-npormui-9, 10-muruapo-5H-6enso[h]tuasosno[2,3-b]xuna-
30.1uH-7(6H)-oH (8). Cmechr 2.86 2 (0.01 monw) 2-THOKCOXMHA30JMHA 4,
1.12 1 (0.02 monst) KOH u 40 mz 3TaHOMa KUIATHIM B PEAKIIMOHHON KOO
¢ 00paTHBIM XOJIOJMIBHUKOM JI0 PACTBOPSHUSI XWHA30JIMHA, TiprubaBisuu 2.0
2 (0.01 monsn) nubpomaTaHa U POIOKATH KUIIATHTE erte 20 u. [To okoH4a-
HUM KUIISTYCHUsT K cMecH nprbaBisuti 20 1 BOJBI, 0CaI0K OTPHIBTPOBBIBA-
JIM, IPOMBIBAIOT BOAOH M NEPEKPUCTAILTM30BBIBAIIN U3 dTaHoNa. Beixox 2.5 2
(80%) Tmazomnocoenunenus 8, T.aur. 180 °C, Ry 0.43 (srmiarierar-6eH301,
1:5). UK-crextp, v, cm™: 1604 (C=C apom.), 1645 (C=0). Cnextp SIMP *H:
0.83 v (3H, J=7.2, CHg), 1.08-1.28 m (2H, CHy), 1.33 ¢ (3H, CH3), 1.36-1.48
M u 1.82-1.94 m (2H, CHy), 2.63 n u 2.89 1 (2H, J=15.7, CHy), 3.52 T (2H,
J=7.7, CHy), 4.40 T (2H, J=7.7, CHy), 7.08-7.12 m (1H, Ar), 7.19-7.30 m
(2H, Ar), 7.98-8.03 m (1H, Ar). Crektp SIMP *C: 14.4 (CH3), 17.6 (CHy),
24.7 (CHgs), 25.6 (CHy), 36.1, 40.3 (CH,), 40.8 (CH,), 48.5 (CH,), 119.8,
125.2 (CH), 125.8 (CH), 127.0 (CH), 129.6 (CH), 131.4, 136.4, 153.8,
159.5, 161.5. Haiineno, %: C 69.03; H 6.60; S 10.00. CigH2N,0OS.
Brrancieno, %: C 69.20; H 6.45; S 10.26.

6-Metua-6-nponua-5,6,10,11-rerparuapoédenso[h][1,3] ruazuno[2,3-
b]xunazoaun-7(9H)-on (9). Ananorununo u3 2.86 r (0.01monb) 2-THOKCOXH-
HazonuHa 4, 1.12 2 (0.02 mons) KOH 1.6 2 (0.01 mons) 1-xm0p-3-6pomiipo-
naHa ¥ 40 mz 3Tanona nonyuwn 2.9 2 (Berxoa 89%) tuazuHocoenuHeHus 9,
.. 181-183 °C, Ry 0.52 (3tmnanerar-6enson, 1:5). UK-cnektp, v, em’®:
1605 (C=C apom.), 1645 (C=0). Cnextp IMP 'H: 0.82 T (3H, J=7.2, CH3),
1.08-1.28 m (2H, CHy), 1.33 ¢ (3H, CH3), 1.35-1.48 m u 1.83-1.95 m (2H,
CH,), 2.23-2.33 m (2H, CH,), 2.63 1 u 2.90 n (2H, J=15.7, CH,), 3.18-3.23
M (2H, CHy), 3.98-4.03 m (2H, CHy), 7.07-7.12 m (1H, Ar), 7.18-7.30 m (2H,
Ar), 7.99-8.04 M (1H, Ar). Criektp SIMP 3C: 14.4 (CHs), 17.6 (CH,), 22.4
(CH,), 24.7 (CHj3), 26.8 (CHy), 36.3, 40.4 (CH,), 40.9 (CHy), 40.9 (CH,),
119.3, 125.1 (CH), 125.8 (CH), 127.0 (CH), 129.5 (CH), 131.3, 136.5,
151.8, 156.0. Haiimeno, %: C 69.74; H 6.96; S 9.66. Ci9H»N,OS.
Brruucieno, %: C 69.90; H 6.79; S 9.82.

Itua  3-merui-1-((peHokcuxapOoHUI)aMUHO)-3-niponni-3,4-1TUrui-
ponadrammn-2-kapookcmiaar (10). Cmecw 20 2 (0.07 mons) amuHOdPupa
2, 11.0 2 (0.07 mons) dbenmwnxnoppopmuara u 70 mz abcomoTHOTO OEH30I1a
KHIATHIN ¢ OOpaTHBIM XOJOJIMIBHHUKOM B TedeHue 15 u. [lociie oTroHku
pacTBOPUTENST OCTATOK NepeKpucTauin3oBbiBanu U3 80% stanona. Beixon
26.6 2 (97%) kapOamara 10. T.m. 135-136 °C, R¢ 0.64 (3Trnanerar-0eH3011,
1:5). UK-CIekTp, Vmax, cv™: 1590, 1627 (C=C apom); 1687 (C=0); 1752
(C=0 kap6amar); 3239 (NH). Crextp SIMP 'H: 0.86 T (3H, J=7.2, CHs),
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1.16 ¢ (3H, CHj3), 1.20-1.40 m (2H, CH,), 1.35 T (3H, J=7.1, CHj3), 1.44-1.62
M (2H, CHy), 2.66 1 u 2.90 n (2H, J=15.4, CHy), 4.24 x (2H, J=7.1, CHy),
7.04-7.28 m (6H, Ar), 7.30-7.39 m (2H, Ar), 7.39-7.47 m (1H, Ar), 9.13 mmp.
(1H, NH). Cnekrp SIMP '*C: 13.9 (CHs), 14.4 (CH3), 17.2 (CH,), 23.7
(CHs), 37.4, 39.7 (CHy), 40.2 (CHy), 59.5 (CH,), 121.2 (2CH, C*), 123.7
(CH), 124.3 (CH), 126.0 (CH), 127.2 (CH), 128.2 (CH), 128.4, 1285
(2CH), 132.4, 135.0, 150.8, 152.2, 166.6. Haiineno, %: C 73.42; H 6.78; N
3.69. C4H27NO,. Beruucneno, %: C 73.26; H 6.92; N 3.56.

3-3aMeniénnble S-MeTWI-5-pPonuiI-5,6-quruapodensolh|xunazonun
-2,4(1H,3H)-auounn1 (11-16) (odomas meroauka). Cmech 3.94 2 (0.01 mons)
kapOamara 10, 0.01 mozs nepBuunoro amunaa u 20 mz abc. 3TaHONA KHIISA-
THIIU ¢ OOpaTHBIM XOJIOIMIBHUKOM B TeueHue 7 u. K peakMOHHOW cMecH
npubasisuti pactBop 1.1 2 (0.02 mors) KOH B 10 Mz Boae u mpopomKamu
kumsiueHne e 3 u. PeakMoHHY0 cMech OXJIaKIaiau U noakucisuin 18%
HCI. BoinaBure KpucTauibl OTGUIBTPOBBIBAIH U MEPEKPUCTAIUTU30BBIBAIIH
u3 H-OyTaHoIA.

5-Merwi-5-nponui-5,6-1uruapodenso|h] xunazonun-2,4(1H,3H)-1m-
oH (11). Beixox 2.6 2 (98%), T.1ut. 318-320 °C, R;0.78 (stunanerar-6eH301,
1:5). UK-crextp, v, cm': 1561; 1610 (C=C apom.), 1697 (4-C=0), 1709 (2-
C=0), 3160 (NH). Criextp IMP *H: 0.80 T (3H, J=7.2, CH3), 1.05-1.25 m
(2H, CHy), 1.27 ¢ (3H, CH3), 1.30-1.43 m u 1.72-1.83 m (2H, CH,), 2.58 1 u
2.83 1 (2H, J=15.5, CHp), 7.11-7.16 m (1H, Ar), 7.21-7.34 m (2H, Ar), 7.81-
7.87 M (1H, Ar), 10.69 ¢ (2H, NH). Crnektp IMP 2C: 14.4 (CHy), 17.7
(CH,), 24.8 (CHs), 35.3, 40.2 (CHy), 41.5 (CH,), 112.4, 123.8 (CH), 126.1
(CH), 126.3, 127.6 (CH), 130.0 (CH), 136.8, 143.8, 151.1, 163.2. HaiizneHo,
%: C 71.27; H 6.90; N 10.18. C1H1gN>O,. Brruucieno, %: C 71.09; H 6.71;
N 10.36.

3,5-TumeTnii-5-nponui-5,6-muruapodenso[h]xunazomuu-2,4(1H,3H)-
auon (12). Beixox 2.6 2 (92%), .. 177-179 °C, R¢0.79 (3tunanerar-6eH-
301, 1:1). UK-cniextp, v, cv™: 1566; 1619 (C=C apom.), 1639 (4-C=P), 1702
(2-C=0), 3188 (NH). Criextp SIMP *H: 0.80 T (3H, J=7.2, CH3), 1.05-1.25 m
(2H, CHy), 1.28 ¢ (3H, CH3), 1.32-1.44 m u 1.72-1.85 m (2H, CHy), 2.59 n u
2.85 n (2H, J=15.5, CH,), 3.22 ¢ (3H, CHg), 7.11-7.18 m (1H, Ar), 7.22-7.35
M (2H, Ar), 7.83-7.89 m (1H, Ar), 10.94 ¢ (1H, NH). Criexp SIMP *C: 14.4
(CHy), 17.7 (CH,), 24.8 (CHs), 26.3 (CH3), 35.5, 40.2 (CHy), 41.5 (CHy),
112.7, 123.7 (CH), 126.1, 126.2 (CH), 127.5 (CH), 130.0 (CH), 136.7,
142.2, 151.1, 162.0. Haiineno, %: C 71.65; H 7.26; N 9.68. C;7H20N20..
Brruucieno, %: C 71.81; H 7.09; N 9.85.

3-9Tua-5-merun-5-nponui-5,6-quruapodenso[h]xunazonun-2,4(1H,
3H)-auon (13). Beixox 2.3 2 (77%), t.u1. 160-162 °C, R;0.45 (aTunanerat-
6enson, 1:5). UK-crextp, v, en™: 1567; 1615 (C=C apom.), 1640 (4-C=0),
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1704 (2-C=0), 3190 (NH). Criextp SIMP H: 0.81 T (3H, J=7.2, CHz), 1.04-
1.24 m (2H, CHy), 1.20 T (3H, J=7.0, CH3), 1.27 ¢ (3H, CH3), 1.30-1.43 m u
1.74-1.86 m (2H, CHy), 2.58 1 u 2.85 n (2H, J=15.5, CHy), 3.90 x (2H,
J=7.0, CHy), 7.11-7.17 m (1H, Ar), 7.21-7.35 m (2H, Ar), 7.82-7.89 m (1H,
Ar), 10.88 ¢ (1H, NH). Cnextp SIMP '*C: 12.7 (CHa,), 14.4 (CHa), 17.7
(CH,), 24.7 (CHg), 34.4 (CHy), 35.6, 40.2 (CH,), 41.5 (CH,), 111.9, 123.7
(CH), 126.11, 126.12 (CH), 127.6 (CH), 130.0 (CH), 136.7, 142.2, 150.8,
161.5. Haiineno, C 72.58; H 7.60; N 9.55. C;3H2,N,0,. Beruucneno, %: C
72.46; H7.43; N 9.39.
5-Merwi-3,5-nunponui-5,6-muruapodenso[h]xunazonun-2,4(1H, 3H)-
auon(14). Beixox 2.35 2 (76%), t.mun. 130-132 °C, Rf 0.56 (3tmmanerar-
6ensoin, 1:5). UK-crextp, v, en™: 1567; 1615 (C=C apom.), 1644 (4-C=0),
1698 (2-C=0), 3180 (NH). Criextp SIMP *H: 0.81 T (3H, J=7.2, CH3), 0.97 T
(3H, J=7.4, CH,3), 1.02-1.25 m (2H, CHy), 1.26 ¢ (3H, CH3), 1.29-1.42 m n
1.76-1.89 m (2H, CH,), 1.55-1.69 m (2H, CH,), 2.57 n u 2.86 1 (2H, J=15.6,
CH,), 3.75-3.83 m (2H, CHp), 7.12-7.17 m (1H, Ar), 7.21-7.34 m (2H,
Ar),7.82-7.89 M (1H, Ar), 10.87 ¢ (1H, NH). Criextp SIMP **C: 11.0 (CH3),
14.4 (CH3), 17.7 (CHy), 20.5 (CH,), 24.7 (CHs), 39.6, 40.2 (CHy), 40.9
(CH,), 41.5 (CHy), 111.8, 123.7 (CH), 126.1, 126.1 (CH), 127.6 (CH), 130.0
(CH), 136.7, 142.2, 150.9, 161.7. Haiineno, %: C 73.22; H 7.89; N 8.86.
C19H24N»0,. Beruuciueno, %: C 73.05; H 7.74; N 8.97.
3-Bensuwi-5-mMeTwa-5-nponui-5,6-1uruapodenso[h]xunazonnun-2,4 (1
H,3H)-muon (15). Beixox 3.3 2 (92%), t.mn. 162-163 °C, R¢ 0.64 (3Tmna-
nerar-6enson, 1:5). UK-cextp, v, cv™: 1568; 1621 (C=C apom.), 1643 (4-
C=0), 1654 (2-C=0), 3120-3226 (NH). Cniextp SIMP 'H: 0.8 T (3H, J=7.2,
CHj3), 1.03-1.26 m (2H, CHy), 1.28 ¢ (3H, CH3), 1.31-1.44 m u 1.77-1.90 m
(2H, CHy), 2.59 11 2.87 1 (2H, J=15.5, CH,), 5.04 ¢ (2H, CH,), 7.14-7.41 m
(8H, Ar), 7.84-7.90 m (1H, Ar), 11.01 ¢ (1H, NH). Cnekrp IMP *C: 14.4
(CHs), 17.7 (CH,), 24.7 (CHs3), 35.7, 40.1 (CHy), 41.4 (CHy), 42.5 (CHy),
111.8, 123.8 (CH), 126.0, 126.1 (CH), 126.5 (CH), 127.56 (2CH), 127.59
(CH), 1279 (2CH), 130.1 (CH), 136.8, 137.3, 1425, 151.0, 161.7.
Haiineno, %: C 76.47; H 6.88; N 7.60. Cy3H,4N,O,. Boruucneno, %: C
76.64;, H6.71; N 7.77.
5-Metua-3-¢peHeTnin-5-nponui-5,6-quruapoodenso| h|xunazonun-2,4
(1H,3H)-mmon (16). Brixox 3.3 2 (88%), T.mn. 205-207 °C, Rf 0.58
(srunanerar-6enson, 1:5). UK-cnextp, v, en™: 1567; 1619 (C=C apom.),
1646 (4-C=0), 1700 (2-C=0), 3100-3200 (NH). Crextp SIMP 'H: 0.82 T
(3H, J=7.2, CH3), 1.03-1.24 m (2H, CHy), 1.28 ¢ (3H, CH3),1.32-1.44 m u
1.76-1.88 M (2H, CHy), 2.59 1 1 2.86 1 (2H, J=15.5, CH,), 2.84-2.89 m (2H,
CH,), 4.00-4.08 m (2H, CHy), 7.11-7.19 m (2H, Ar), 7.22-7.37 m (6H, Ar),
7.85-7.90 M (1H, Ar), 10.95 ¢ (1H, NH). Cnextp SIMP *C: 14.4 (CH,),
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17.7 (CHy), 24.7 (CHg), 33.3 (CH,), 35.6, 40.2 (CHy), 40.8 (CH,), 41.5
(CHy), 111.8, 123.7 (CH), 125.6 (CH), 126.0, 126.1 (CH), 127.5 (CH),
127.7 (2CH), 128.3 (2CH), 130.0 (CH), 136.7, 138.4, 142.3, 150.8, 161.6.
Hatineno, %: C 77.12; H 7.16; N 7.66. Cy4HxN,O,. Berancneno, %: C
76.98; H 7.00; N 7.48.

kbl 1-UURUN-3-UGRBL-3-NLNMB]-3,4-Fh2P NV UL RPULPY-2-5ULRILURLUS P
UhvPBAL b PNULaNRTVES L

U. b, TUrsNusuu, U. 4. MLU0v3UY, B, G, 2N 2UL0PU3GY, b, ¢, BLUZYE  MhEYD,
U, U, RG1MIUUS 30, U, 30k, PUV13U0

Effy 2-ghwi-3-dEfFfySkpu-2-Einunp, pkhgppfwgibgfinodf pinphgp Sk
nfussgpbyd, uliPbgly £ 5Py 3-pbighy-2-gubn-S-Gl Sbpuubmn, app
[ufin dSdpwlputs BRp dfgufuwypnid ghlyjugdby & Eppy 1-widptn-3-dkffy-8-wypn-
uifry-3/4-f il fry pi-2-hmppnpuppunp (wiplinkufbp): Gdpnbuffbph L
phlugnfypgnffingfpubunnf hnfiwgpbgnfindip b wnwguwgud Phadfguignfdp
ghljuwgnidp Awhgbgplky B 5-dbfpy-5-ypnwpy-2-fFhnpun-2,3,5,6-inbinpuwifinpn-
plugnppiiwgnpif dniindungbufpqubpnd, 1,2-ghppndbffwing b 1-ppnd-3-pinpn-
wpnuuwlnd wihpypwgdwh wpggnidipnod ofpiffhgdlb; Bi Swdwepunnw o ioopup
4(8H )-nitibp,  6-SEffy-6-wypnuyfy-9,10-gp4pqpn-5H-pbign[h]phuwgnn[2,3-b]pp-
Iwgnyfris-7(6H )-nls I 6-SkfFfry-6-wypnuyfy-5,6,10, 11—mbmpw4ﬁr}pnpbbqn[fl] [1,3]
Phasfin[2,3-5 ] phusingfi- (OH ontis fpfy 3-Ghpy-1-((Phlopuplyuppntf Jusith-
lin )-3-wypuhy-3yd-n ooyl ffus fils-2-hwppnpufypnp - (Quppudwn) ofi@fh-
wdhnbfuulf lpwd imwppbp hunnogduwépf wnwghuyghly wdpihbpf dinfumgnbgnfd-
qwlh wpgmiipnod wmwgdby B 5—1.”7[17/1[—5—1.1[[1:111[[1[—5,6'—:;/14'ﬁl;pnpbilqn[h]£/1ilw—
qnlﬁil-2,4(1H,3H)-q_[1nililb[1:

SYNTHESIS AND TRANSFORMATIONS OF ETHYL 1-AMINO-3-
METHYL-3-PROPYL-3,4-DIHYDRONAPHTHALENE-2-
CARBOXYLATE

I. MARKOSYAN, S. W. DILANYAN, A. SH. HOVHANNISYAN,
D. G. ALAHVERDIEVA, A. S. BAGHDASARYAN, M. YU. DANGHYAN

Scientific and technological center of organic and pharmaceutical chemistry of the National
Academy of Sciences of the Republic of Armenia.
Armenia, 0014, Yerevan, Azatutyan Ave. 26.
E-mail: ashot@markosyan.am

By reacting ethyl 2-cyano-3-methylhex-2-enoate with benzyl magnesium chloride
ethyl 3-benzyl-2-cyano-3-methylhexanoate was synthesized, which was cyclized in
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concentrated sulfuric acid to ethyl 1-amino-3-methyl-3-propyl-3,4-dihydronaphthalene-
2-carboxylate (amino ester). By reacting the amino ester with benzoylisothiocyanate
followed by cyclization of the resulting thiourea, 5-methyl-5-propyl-2-thioxo-2,3,5,6-
tetrahydrobenzo[h]quinazolin-4(1H)-one (thioxobenzoquinazoline) was synthesized. As
a result of alkylation of thioxobenzoquinazoline with monohalides, 1,2-dibromoethane
and 1-bromo-3-chloropropane, 2-sulfanylubstituted 5-methyl-5-propyl-5,6-dihydro-
benzo[h]quinazolin-4(3H)-ones, 6-methyl-6-propyl-9,10-dihydro-5H-benzo[h]thiazolo-
[2,3-b]quinazolin-7(6H)-one and 6-methyl-6-propyl-5,6,10,11-tetrahydrobenzo[h][1,3]-
thiazino[2,3-b]quinazolin-7(9H)-one were synthesized, respectively. By condensation of
amino ester with phenylchloroformate, ethyl 3-methyl-1-((phenoxycarbonyl)amino)-3-
propyl-3,4-dihydronaphthalene-2-carboxylate was synthesized, by condensation of
which with ammonia or primary amines of various structures, 5-methyl-5-propyl-5,6-
dihydrobenzo[h]quinazoline-2,4(1H,3H)-diones were synthesized.
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